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where Ri is: 

4*^ — G^— Qlkyl, — optionally oubotitutcd with one, — fewe 
or three aubotitucnta Delected from the group conoioting of C^ -G^ 
alkyl, — G^—Gg. allcyl — (optionally aubotituted with C ^— alkyl and 
G^-G^ allcoxy) , F-7 G^, B^^t 5-7 

Sih G^^-;^ GF^T-G^-G^ allcoxy, NR^R^ where and R i b — H 

or Cj ,-G ^ alkyl, afid — 0C = 0 NR ^^R^ where R ^^ and R^^are as 

defined above, 

GH ^ C(0) ^— (G^-G^ alkyl), 

Gtt^-GH ^ C(0)^ -(G^-G^ alkyl), 

(^^^9 — G^— G^ alkenyl with one or two double bondo, 

optionally aubotituted with one, — two or three oubatituento 

oelccted from the group conoioting of — Gir-, Q¥h SH-7 C=N, 

GF^-r-Gj^-G^ alkoxy, and — NR^R^ where R^ and R i b — H or C ^-G^. 
alkyl, 

W — G^— G ^alkynyl with one or two triple bondo, 

optionally oubotituted with one, — two or three oubotituento 

oelected from the group conoioting of — G^b Qih SH7 C=N, 

GF^T— Gj,-G ^ allcoxy, and — NR^^R^^ where R^^ and R^ -b-aaee — H or C j^-G^ 
alkyl, 

(VI) - (CH2) ni- (Ri-aryi) where ni is zero or one and where 
Ri-aryi is phenyl, 1 naphthyl, — 2 naphthyl and indanyl, — indenyl, 
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dihydronaphthayl , — or totralinyl optionally substituted with one, 
two, three or four of the following substituents on the aryl 
ring : 

(A) Ci-Ce alkyl optionally substituted with one, 
two or three substituents selected from the group consisting of 
C1-C3 alkyl, -F, -Cl, -Br, -I, -OH, -SH, -C=N, -CF3, C1-C3 alkoxy, 
and -NRi_aRi-b where Ri-a and Ri_b are as defined above, 

(B) C2-C6 alkenyl with one or two double bonds, 
optionally substituted with one, two or three substituents 
selected from the group consisting of -F, -Cl, -OH, -SH, -C=N, - 

CF3, C1-C3 alkoxy, and -NRi-aRi-b where Ri,a and Ri-b are -H or Ci-Ce 
alkyl, 

(C) C2-C6 alkynyl with one or two triple bonds, 
optionally substituted with one, two or three substituents 

selected from the group consisting of -F, -Cl, -OH, -SH, -C=N, - 
CF3, C1-C3 alkoxy, and -NRi_aRi-b where Ri-a and Ri-b are -H or Ci-Ce 
alkyl, 

(D) -F, Cl, -Br, or -I, 

(E) -Ci-Ce alkoxy optionally substituted with one, 
two, or three -F, 

(F) -NRn-2Rn-3 where Rn-2 and Rn-3 are as defined 

below, 

(G) -OH, 

(H) -C=N, 

(I) C3-C7 cycloalkyl, optionally substituted with 
one, two or three substituents selected from the group 

consisting of -F, -Cl, -OH, -SH, -C=N, -CF3, C1-C3 alkoxy, and - 
NRi-aRi-b where Ri-a and Ri-b are -H or Ci-Ce alkyl, 

(J) -CO- (C1-C4 alkyl) , 

(K) -S02-NRi_aRi-b where Ri_a and Ri_b are as defined 

above , 
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(L) -CO-NRi-aRi-b where Ri-a and Ri-b are as defined 

above , or 

(M) -SO2- (C1-C4 alkyl) , 

hctcroaryl 

) where rij , io ao defined above 
and whore Ri hctcroaryl io oclccted from the group conoiating of: 

pyridinyl , 

pyrimidinyl , 

quinolinyl , 

benzQthicnyl , 

indolyl , 

indolinyl , 

pryidazinyl , 

pyrazinyl , 

iooindolyl , 

iooquinolyl , 

quinasolinyl , 

quinoxalinyl , 

phthalazinyl , 

imidazolyl , 

iaoxazolyl , 

pyrazolyl , 

oxazolyl , 

thiazolyl , 

indolizinyl , 

indazolyl , 

benzothiazolyl , 

benzimidazolyl , 

bcnzof uranyl , 

f uranyl , 

thicnyl , 

pyrrolyl , 

oxadiazolyl , 
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thiadiaEolyl , 
triazolyl , 
tctrazolyl , 
oxQzolopyridinyl , 
imidQgopyridinyl , 
iaothiazolyl , 
naphthyridinyl , 
cinnolinyl , 
carbazolyl , 
beta carbolinyl, 
iaochromanyl , 
chromanyl , 

tctrahydroiooquinolinyl , 
iaoindolinyl , 

ioobcnzotctrahydrof uranyl , 
ioobcnzotctrahydrothicnyl , 
ioobcnzothicnyl , 
bcnzoxazolyl , 
pyridopyridinyl , 
bcnzotctrahydrof uranyl , 
bcnzotGtrahydrothicnyl , 
purinyl , 
bcnzodioxolyl , 
triazinyl , 
phcnoxazinyl , 
phcnothiazinyl , 
ptcridinyl , 
bcnzothiazolyl , 
imidazopyridinyl , 
imidazothiazolyl , 
dihydrobcnziooxazinyl , 
bcnzisoxQzinyl , 
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bcnzoxQzinyl , 

dihydrobcngioothiaginyl , 

bcnzopyranyl , 

bcnzothiopyranyl , 

coumarinyl , 

iooGoumarinyl , 

chromonyl , 

chromanonyl , 

pyridinyl N oxide 

tctrahydroquinolinyl 

dihydroquinolinyl 

dihydroquinolinonyl 

dihydroiooquinolinonyl 

dihydroGOumarinyl 

d i hydro i o o c ouma r i ny 1 

iooindolinonyl 
bcnzodioxanyl 
bcnzoxazolinonyl 
pyrrolyl N oxide, 
pyrimidinyl N oxide, 
pyridazinyl N oxide, 
pyrazinyl N oxide, 
quinolinyl N oxide, 
indolyl N oxide, 
indolinyl N oxide, 
iooquinolyl N oxide, 
quinazolinyl N oxide, 
quinoxalinyl N oxide, 
phthalQzinyl N oxide, 
imidazolyl N oxide, 
iooxazolyl N oxide, 
ojcazolyl N oxide, 
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thiazolyl N oxide, 

indolizinyl N oxide, 

indagolyl N oxide, 

bcnaothiagolyl N oxide, 

benzimidazolyl N oxide, 

pyrrolyl N oxide, 

oxadiQgolyl N oxide, 

thiadiazolyl N oxide, 

triagolyl N oxide, 

tetrazolyl N oxide, 

benzothiopyranyl 6 oxide, — and 

bonzothiopyranyl S,S dioxide, 

where the Pi hotoroaryi group io bonded to (^GH^^^— 

by any ring atom of the parent 1?^ hctcroaryi group oubatituted by 
hydrogen oueh that the new bond to the R i h otcroaryi group replaces 
the hydrogen atom and ito bond, where heteroaryl io optionally 
oubatituted with one, — two, — three or four of : 

(^r)— G^— alkyl optionally oubotituted with one, 

two or three oubatituenta aelected from the group conoioting of 
G^-G^ allcyl, &r-, B^, 

S^N^ e¥y^—G^-G ^ allcoxy, and — NR^^R ^ where and lU ^e^ 

ao defined above, 

^^-) — G^— alkenyl with one or two double bondo, 

optionally aubatituted with one, — two or three oubatituenta 

aelected from the group conoiating of — Gir-, Qih Sih G^^, 

G¥^-T~G^-G^ allcoxy, and — NRj^R^ ^ where and R ^^e^ — 11 or C ^-G^ 

alkyl, 

-43^ — g ^alkynyl with one or two triple bonda, 

optionally aubatituted with one, — two or three oubatituenta 
aelected from the group conoiating of — F-^ Gi^ G^^t Sih G^M^ 
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G¥^^-r-e^-G^ alkoxy, and — NRj^R^^ where and R i b — H or Cj ,-e^ 

alkyl, 

ei^^ Br, or — ^7- 

(-B^ ^^—G^ . alkoxy optionally oubatituted with one, 

two, — or three — F-r 

NR^i_^R^ where and are ao defined 

below, 

^ 9^7- 

m 

(-9-)— G^-G:^ cycloalkyl, optionally oubotitutcd with 

one, — two or three aubotituenta aelected from the group 

conoiating of Gi^ Oih Bih G^N-? G¥^-^^-G^ allcoxy, and — 

NR^Rj^ where R ^^ and R^ ^-^e^ — H or C^ -G^ allcyl, 
<M CO (C ^-G4 alkyl) , 

fii^ SG^-^JRj^Rj^ where and R 3,-fe_ are ao defined 

above , 

HrS^ GO-^^Rj^Rj^ where R^ ^ and R ^^^ are aa defined 

above , 

Br3^ 50^-4^3.-^ 4 alkyl), with the provioo that 

when n ^ io zero Ri hotoroaryi ia not bonded to the carbon chain by 
nitrogen, 

(VIII) f€Ha-)-a3.— ^1 hotcroGyGic) whcrc n^, ic aa defined 

above and Ri hotGrocyoiG ia aelected from the group conoicting of: 

morpholinyl, 

thiomorpholinyl , 

thiomorpholinyl S oxide, 

thiomorpholinyl S,C dioxide, 

piperasinyl , 

homopiperazinyl , 

pyrrol idinyl , 

pyrrol inyl , 
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tctrahydropyranyl , 

pipcridinyl , 

tctrahydrof uranyl , 

tctrahydrothicnyl , 

homopiporidinyl , 

homomorpholinyl , 

homothiomorpholinyl , 

homothiomorpholinyl S,S dioxide, 

oxazolidinonyl , 

dihydropyrazolyl , 

dihydropyrrolyl , 

dihydropyrazinyl , 

dihydropyridinyl , 

dihydropyrimidinyl , 

dihydrofuryl , 

dihydropyranyl , 

tctrahydrothicnyl S oxide, 

tctrahydrothicnyl G,C dioxide, — and 

homothiomorpholinyl 6 oxide, 

where the Ri hGtcrooyGiG group io bonded by any atom of the 

parent Pi hctGrocyQiG group oubotituted by hydrogen ouch that the new 
bond to the Ri hctcrocyGiG group replaceo the hydrogen atom and ito 
bond, where hctcroGyclc io optionally oubotituted with one, — two, 
three or four : 

(-i-) — G^—G^ alkyl optionally oubotituted with 

one, — two or three oubotitucnto oclccted from the group 

conoioting of C ^-G ^ alkyl, e^-, B^t 1-^ 9i^, Sih G=^, GF^- 

Gqr-G ^ alkoxy, and — NR^R^^ where and R ^ ^arc ao defined 

above , 

(r^ — e^— alkcnyl with one or two double 

bonds , — optionally oubotituted with one, — two or three 
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aubotitucnto oclcGtcd from the group conaioting of — Gir-, Gih- 

SH, G=^, GF^i — G^~Q ^ Qlkoxy, and — NRj^R^ where and P i b 

H or C ^^-e ^ alkyl, 

^ — S^— G ^alkynyl with one or two triple 

bonda , — optionally aubotituted with one, — two or three 
aubatitucnta oeleeted from the group eonaiating of — F-? Gi^ QUrr 

BK, C=N, GF-^- — Gj,— alkoxy, — aftd — MRi_aRi-b whoro ^ nnd ^ 

H or C^ --G^ alkyl, 
Gi^ Br, or — ^ 

(-&^ Gj,— G4 alkoxy optionally aubatitutcd with 

one, — two, — or three — FV 

(-6^ NR^R ^ where Rn 2 cind R^ j.^ are aa 

' defined below, 

Oih- 

W G^ 

— G^-G: ^ eycloalkyl, optionally aubatituted 

with one, — two or three aubatituenta aelceted from the group 
eonaiating of — Gi-7 Qih SH 

C=N, G¥y-, — G^-e^ alkoxy, — aed — NR^^-^R^ ^ where R^^ and R i b — H or 

G^-G^ alkyl, 

<M CO (C^ -€4 al]cyl) , 

fii^ SO^-ffl^j^Rj^ where R ^^ and Ri b are aa 

defined above, 

(4^-) GG-ffl^4^R3^ where and R ^^ are as 

defined above, 

&0^-4G^-^4 alkyl) , 

(4-4^ — =G~, — with the proviao that when n ^-^rB- 

zero Ri hctcrocyGic i^ not bonded to the carbon chain by nitrogen; 
where R2 is: 

(D-H, or 
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(II) Ci-Cg alkyl, optionally substituted with one, two 
or three substituents selected from the group consisting of C1-C3 
alkyl, -F, -CI, -Br, -I, -OH, 

-SH, -C=N, -CF3, C1-C3 alkoxy, and -NRi-aRi-b where Ri-a and Ri-b are 
as defined above; 
where R3 is: 

(I) -H, or 

(II) Ci-Ce alkyl, optionally substituted with one, two 
or three substituents selected from the group consisting of C1-C3 
alkyl, -F, -CI, -Br, -I, -OH, 

-SH, -C=N, -CF3, C1-C3 alkoxy, and -NRi_aRi_b where Ri-a and Ri_b are 
as defined above; 

and where R2 and R3 are taken together with the carbon to 
which they are attached to form a carbocycle of three, four, 
five, six, or seven carbon atoms, optionally where one carbon 
atom is replaced by a heteroatom selected from the group 
consisting of -0-, -S-, -SO2-/ and -NRn-2-, where Rn-2 is as 
defined below; 

where Rn is: 

(I) Rn-1-Xn- where Xn is oclcctcd from the group 
Gonoioting of : 

-(Af -CO-, efid 

m SG^- 

where Rn-i is selected from the group consisting of: 
(A) aryl whcrC — Rn aryl ~ -4rB phenyl, 1 naphthyl, — 3— 
naphthyl , — tctralinyl , — indanyl , dihydronaphthyl or 6,7, 8 ,9 
tctrahydro 5H bcnzo [a] cyclohcptcnyl , optionally substituted with 
one, two or three of the following substituents which can be the 
same or different and are: 
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(1) Ci-Cg alkyl, optionally substituted with 
one, two or three substituents selected from the group 
consisting of C1-C3 alkyl, -F, -Cl, -Br, -I, 

-OH, -SH, -C=N, -CF3, C1-C3 alkoxy, and -NRi_aRi-b where Ri-a and 
Ri-b Sire as defined above, 

(2) -OH, 

(3) -NO2, 

(4) -F, -Cl, -Br, or -I, 

(5) -CO-OH, 

(6) -C=N, 

(7) - (CH2) o-4-CO-NRn-2Rn-3 where Rn-2 and Rn-s are 
the same or different and are selected from the group consisting 
of: 

(a) -H, 

(b) -Ci-Ce alkyl optionally substituted 
with one oubotitutcnt substituent selected from the group 
consisting of: 

(i) -OH, and 

(ii) -NH2, 

(c) -Ci-Cg alkyl optionally substituted 
with one to three -F, -Cl, -Br, or -I, 

(d) -C3-C7 cycloalkyl, 

(e) - (C1-C2 alkyl) - (C3-C7 cycloalkyl) , 

(f) -(Ci-Ce alkyl) -O- (C1-C3 alkyl), 

(g) -C2-C6 alkenyl with one or two 

double bonds, 

(h) -C2-C6 alkynyl with one or two 

triple bonds, 

(i) -Ci-Ce alkyl chain with one double 

bond and one triple bond. 
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(j) -Ri-aryl where Ri-aryi IS as defined 

above , and 

(k) -Ri-heteroaryl where Ri-heteroaryl is aS 

defined above, 

(8) - (CH2)o-4-CO- (C1-C12 alkyl), 

(9) - (CH2) 0-4-CO- (C2-C12 alkenyl with one, two 
or three double bonds) , 

(10) - {CH2) 0-4-CO- (C2-C12 alkynyl with one, two 
or three triple bonds) , 

(11) - (CH2) 0-4-CO- (C3-C7 cycloalkyl), 

(12) - (CH2)o-4-CO-Ri -aryi where Ri-aryl is as 

defined above, 

(13) - (CH2) o-4-CO-Ri-heteroaryl where Ri-heteroaryl IS 

as defined above, 

(14) - (CH2) o-4-CO-Ri_heterocycle where Ri-heterocycle 

is as defined above, 

(15) - (CH2) o-4-CO-Rn-4 where Rn-4 is selected 
from the group consisting of morpholinyl, thiomorpholinyl , 
piperazinyl , piperidinyl , homomorpholinyl , homothiomorpholinyl , 
homothiomorpholinyl S -oxide, homothiomorpholinyl S, S -dioxide, 
pyrrolinyl and pyrrolidinyl where each group is optionally 
substituted with one, two, three, or four of Ci-Ce alkyl, 

(16) - (CH2)o-4-CO-0-Rn-5 where Rn-b is 
selected from the group consisting of: 

(a) Ci-Ce alkyl, 

(b) - (CH2) 0-2- (Ri-aryi) where Ri-aryi IS as 

defined above, 

(c) C2-C6 alkenyl containing one or two 

double bonds, 

(d) C2-C6 alkynyl containing one or two 

triple bonds, 

(e) C3-C7 cycloalkyl. 



(f) - (CH2)o-2- (Rl -heteroaryl) whsre Ri-heteroaryl 

is as defined above, 

(17) - {CH2) 0-4-SO2-NRN-2RN-3 where Rn-2 and Rn_3 
are as defined above, 

(18) - (CH2)o-4-SO- (Ci-Cs alkyl), 

(19) - (CH2)o-4-S02-(Ci-Ci2 alkyl), 

(20) - (CH2)o-4-S02- (C3-C7 cycloalkyl), 

(21) - (CH2) o-4-N(H or Rn-5 ) -CO-O-Rn-b where Rn-s 
can be the same or different and is as defined above, 

(22) - (CH2)o-4-N(H or Rn-s ) -CO-N (Rn-s) 2 , where 
Rn-5 can be the same or different and is as defined above, 

(23) - (CH2)o-4-N-CS-N(Rn-5)2, where Rn-s can be 
the same or different and is as defined above, 

(24) - (CH2)o-4-N(-H or Rn-s) -CO-Rn-2 where Rn-s 
and Rn-2 can be the same or different and are as defined above, 

(2 5) - (CH2) 0-4 -NRn-2Rn-3 where Rn-2 and Rn-3 can 
be the same or different and are as defined above, 

(26) - (CH2) o-4-Rn-4 where Rn-4 is as defined 



above , 



is -H or C1-C4 alkyl. 



defined above. 



defined above, 



defined above. 



defined above. 



defined above, 



(27) - (CH2)o-4-0-CO- (Ci-Ce alkyl), 

(28) - (CH2)o-4-0-P(0) - (0RN-aryl-l)2 where RN-aryl-l 

(29) - (CH2)o-4-0-CO-N(Rn-s)2 where Rn-s is as 

(30) - (CH2)o-4-0-CS-N(Rn-5)2 where Rn-s is as 

(31) - (CH2) 0-4-0- (Rn-s) 2 where Rn-s is as 

(32) - (CH2) 0-4-0- ( Rn-5)2-COOH where Rn-s is as 

(33) - (CH2) 0-4-S- ( Rn-s) 2 where Rn-s is as 
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(34) - (CHs) 0-4-O- (Ci-Ce alkyl optionally 
substituted with one, two, three, four, or five -F) , 

(35) C3-C7 cycloalkyl, 

(36) C2-C6 alkenyl with one or two double 
bonds optionally substituted with C1-C3 alkyl, -F, -Cl, -Br, -I, 

-OH, -SH, -C=N, -CF3, C1-C3 alkoxy, and -NRi_aRi-b where Ri_a and Ri-b 
are as defined above, 

(37) C2-C6 alkynyl with one or two triple 
bonds optionally substituted with C1-C3 alkyl, -F, -Cl, -Br, -I, 

-OH, -SH, -C^N, -CF3, C1-C3 alkoxy, -NRi.aRi-b where Ri.a and Ri_b are 
as defined above, 

(38) - (CH2) o-4-N(-H or Rn-s) -SO2-RN-2 where Rn-b 
and Rn-2 can be the same or different and are as described 
above , or 

(39) -(CH2)o-4- C3-C7 cycloalkyl, 

Rn hctcroaryl Whcrc Rn hctoroaryl io aclcctcd f rom 

the group conoioting of: 

pyridinyl , 
pyrimidinyl , 
quinolinyl , 
bcnzothicnyl , 
indolyl , 
indolinyl , 
pryidazinyl , 
pyrazinyl , 
iooindolyl , 
iooquinolyl , 
quinasolinyl , 
quinoxQlinyl , 
phthalQginyl , 
imidasolyl , 
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iooxQzolyl , 
pyrazolyl , 
oxazolyl , 
thiazolyl, 
indoliainyl , 
indazolyl , 
bcnzothiazolyl , 
bcnzimidazolyl , 
bcnzof uranyl , 
f uranyl , 
thicnyl , 
pyrrolyl , 
oxadiazolyl , 
thiadiazolyl, 
triazolyl, 
tctrazolyl , 
oxazolopyridinyl , 
imidazopyridinyl , 
ioothiazolyl , 
naphthyridinyl , 
cinnolinyl , 
carbazolyl , 
beta carbolinyl , 
ioochromanyl , 
chromanyl , 

tGtrahydroiooquinolinyl , 
iooindolinyl , 

iaobcnzotctrahydrofuranyl , 
ioobcnzotctrahydrothicnyl , 
ioobcnzothicnyl , 
bcnzoxazolyl , 
pyridopyridinyl , 
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bcnzotctrahydrofuranyl , 

bcnzotctrahydrothicnyl , 

purinyl , 

bcngodioxolyl , 

triaginyl , 

hcnoxaginyl , 

phcnothiazinyl , 

ptcridinyl , 

bcngothiazolyl , 

imidazopyridinyl , 

imidagothiagolyl , 

dihydrobcnziooxazinyl , 

bcnziaoxazinyl , 

bcnzoxQzinyl , 

dihydrobcnzioothiaginyl , 

bcnzopyranyl , 

bcnzothiopyranyl , 

coumarinyl , 

iaocoumarinyl , 

chromonyl , 

chromanonyl , 

pyridinyl N oxide, 
tctrahydroquinolinyl 
dihydroquinol inyl 
dihydroquinol inonyl 
dihydroiaoquinolinonyl 
dihydrocoumarinyl 
dihydroioocoumarinyl 
iooindol inonyl 
bcnzodioxanyl 
bcnzoxazol inonyl 
pyrrolyl N oxide, 
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pyrimidinyl N oxide, 

pyridasinyl N oxide, 

pyrazinyl N oxide, 

quinolinyl N oxide, 

indolyl N oxide, 

indolinyl N oxide, 

iooquinolyl N oxide, 

quinaaolinyl N oxide, 

quinoxalinyl N oxide, 

phthalaainyl N oxide, 

imidazolyl N oxide, 

iooxazolyl N oxide, 

oxQzolyl N o3cide, 

thiazolyl N oxide, 

indoliginyl N oxide, 

indazolyl N oxide, 

benzothiazolyl N oxide, 

benzimidazolyl N oxide, 

pyrrolyl N oxide, 

oxadiazolyl N oxide, 

thiadiazolyl N oxide, 

triazolyl N oxide, 

tetrazolyl N oxide, 

benzothiopyranyl S oxide, — aad 

benzothiopyranyl 6,S dioxide, 

where the Rjj hotcroaryi group io bonded by any atom of the 

parent Rn hotoroaryi group oubotituted by hydrogen oueh that the new 
bond to the Pn hotcroaryi group replaceo the hydrogen atom and ita 
bond, where heteroaryl ia optionally oubotituted with one, — two, 
three, — or four of : 

• (r^ — Q^-^e r alkyl, optionally oubotituted with 

one , — two or three oubotituento oelected from the group 
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conoioting of Cj ,— alkyl, ¥~ Gir-, Ba^T J-? Oih Sih G^^i 

€F^7— g^-G^ alkoxy, and — NR^^Rj^ where and Ri b arc go defined 

above , 

9ftr 

NG^- 

G^, B^- i-r 

(-5^ CO on, 

^ 

CO NR^Rtj 3 where Pn 2 and -R^-a^ 

the game or different and arc oeleetcd from the group conoiating 

ih- 

ffe^ G^—G ^ alkyl optionally oubatituted 

with one oubatitutent oeleetcd from the group conoioting of : 

OH, and 

^ mh- 

Gj,— alkyl optionally oubotituted 

with one to three — G^, B^, Irr 

G^-G:^ cyeloalkyl, 

^e^ (G^-^^ alkyl) — ^^-G: ^ cycloallcyl) , 

^^-G^ alkyl) 0 (C ^-€ ^ alkyl), 

G^— G ^ alkcnyl with one or two 

double bondo, 

tfe) G^— G ^ alkynyl with one or two 

triple bondo, 

fi-) Gj,— G^ alkyl chain with one double 

bond and one triple bond, 

(^-) Rj^-^agy^r where R-i aryi io ao defined 

above , — and 

— fil hotcroaryl whcrC Kj hctcroaryl io aO 

defined above. 
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W ^^f ^ CO (C ^-G ^ alkyl), 

(-9-) f€H^f ^ CO allccnyl with one, two 

or three double bondo) , 

(-1-0^ ^€H^f ^ CO {C ^-e ^ alkynyl with one, two 

or three triple bondo) , 

(€H^f^ CO (C ^-G ^ cycloalkyl), 

aryl whcrc — Ri aryl — — 

defined above, 

(13 ) fGHs-)-^-4 , CO Ri hotcroaryl WhorO Pi hctcroaryl— 3^3 

QQ defined above, 

(I'l ) CO Ri hGtcroGyclG where Pi hGtorocyGlc 

io aa defined above, 

(^r5-) f^H^fo- ^ CO where P^ io delected 

from the group conoioting of morpholinyl, thiomorpholinyl , 
piperazinyl , piperidinyl , homomorpholinyl , homothiomorpholinyl , 
homothiomorpholinyl S oxide, homothiomorpholinyl G,S dio^cide, 
pyrrol inyl and pyrrol idinyl where each group io optionally 

oubotituted with one, — two, — three, or four of C ^-Q ^ alkyl, 

(-€^^4-4-4 CO 0 where R^ -^-^ 

oelected from the group eonoioting of : 
(a) C^ -G s allcyl, 

{h^ f€Hs^^ — H^l aryl4 — whorC Pi aryl io aO 

defined above, 

— fe^ — Ga— €^ alkcnyl containing one or two 

double bondo, 

— G^— alkynyl containing one or two 

triple bondo, 

- — — fe^ — Gj-G: ^ cycloalkyl, — aftd 

— {GH^^Q^ — fj ^l hGtGroaryl -) — whorC Pi hotGroaryl 

io ao defined above, 

^GHaf^-gGa-^^^WJ ^ where P^ and R^ 

are ao defined above, 
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(€Haf ^ CO (C^ -€^ allcyl) , 



-(^ ^f^-gO^-(€^-e^ al]cyl) , 



42^^ (€Ha4-^-6Q^-4ea-€^ GycloQllcyl) , 



fS^r^ f€Hafo- ^ N(H or ) CO O where 

can be the oamc or different and ia qo defined above, 

mh^ ^ N(II or ) CO N(R^ f^ , where 

RN-5- can be the oame or different and io qo defined above, 

(^3^ f€Haf^ N CC N{R^ ^ ^, where R^ ^-^ ean be 

the oame or different and ia ao defined above, 

(-GHaf^ N( II or R^ -s ) CO where R^ 

and can be the oame or different and are ao defined above, 

(-a^-) f€Ha-)-0-^-^H^i-^ RN 3 where R ^- ^ and R^ -ean 

be the oame or different and are ao defined above, 

^GHa-)-^-RN- ^ where Rn -4 ia ao defined 

above , 

f^f ^ O CO (C^ -€^ allcyl). 



0 r(0) fO R^j aryl i f ^ whoro Rh aryi i 

4rS — H or C ^-G^ alkyl, 

^5^^ f€Haf^ 0 CO N(R^ fa where IV -&-^a-a^ 

defined above. 



43h&^ (-GHal- ^ 0 CC N(R^ ^ a where R^ -HbB-ae 



defined above. 



0 (Rw -s H where IV -s io ao 



defined above. 



4^3^ (€tf^f^ 0 ( R^ f^ COOII where R^ -irS-^ 



defined above. 



43^-) f€Hs-)-o_4-6 — MV^f^ where io ao 



defined above. 



f^4^ (rGih^g ^ 0 (C^ -G^ alkyl optionally 

oubotituted with one, — two, — three, — four, or five of F^-r 

(3 5) C^ -G:j . Gycloal]cyl, 



-21- 



(3 6) C ^—G^ alkcnyl with one or two double 

bonda optionally oubatituted with C^ -G ^ alkyl, Gi-7 B^, t-r 

-OJ^T S^T e^N-? SP^T-^^-^ ^ alkoxy, and — NRg^R^ where lU - ^ and 

are aa defined above, 

(r^^ — G^— G ^alkynyl with one or two triple 

bondo optionally oubatituted with C^ —G^ alkyl, G^, B^^t t-r 

--0*^7 S^*7 G^ G¥y7—G^~G^ allcoxy, and — NR^Rg ^ where and 

are aa defined above, 

f^*^ N( H or R^ ^— ^^-^^ where 

and can be the aame or different and are — ao dcocribed 

above , — e^^ 

fGH^f^ — G^-G ^ cycloallcyl, 



("G) — Rn aryl W arylT 

— Rn aryl W hGtoroaryl T 
"^"^^ — fiw aryl W 1 hGtcrocyolG- ? — whcrO R^ hctGrocyclc thc 

oame aa Ri hctGrocyoiG 

-(-F9 — fiw hotGroaryl W R^ arylT 

Rm hGtGroaryl W R^ hGtGroaryl T" 

^ hGtGroaryl ^ 1 hctGroGyolc "? — whorO — Rn 1 hGtcrooyclc 

the game aa Ri hctcroGyGic, 

( 1 ) fit? hotGrocyclG ^ Rm arylT 

Rn hGtGrocyolG W Rn hctGroarylT " 
-m- "^ hl hctorooyclc W Rn 1 hotorocyclGT " 

where W io 

mh^^-r 

4*4 9-^ 

4^4 S40fe-a— 

44^ N4iiN-5-) where R^ - ^ ia ao defined 

above , — e¥ 

G0-r 

where Rc is: 
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(I) -C3-C10 alkyl optionally substituted with one, two 
or three substituents selected from the group consisting of C1-C3 
alkyl, -F, -Cl, -Br, -I, -OH, 

-SH, -C=N, -CF3, Ci-Ce alkoxy, -0-phenyl, -NRi_aRi-b where Ri-a and 
Ri-b are as defined above, -0C=0 NRi-aRi-b where Ri-a and Ri.b are as 
defined above, -S (=0)0-2 Ri-a where Ri_a is as defined above, - NRi. 
aC=0 NRi_aRi-b where Ri_a and Ri_b are as defined above, -C=0 NRi-aRi-b 
where Ri_a and Ri-b are as defined above, and -S(=0)2 NRi_aRi-b where 
Ri-a and Ri-b are as defined above, 

(II) - (CH2) 0-3- (Cs-Ca) cycloalkyl where cycloalkyl can 
be optionally substituted with one, two or three substituents 
selected from the group consisting of C1-C3 alkyl, -F, -Cl, -Br, 
-I, -OH, -SH, -C=N, -CF3, Ci-Ce alkoxy, -0-phenyl, -CO-OH, -CO-0- 
(C1-C4 alkyl) , and -NRi_aRi-b where Ri_a and Ri-b are as defined 
above , 

(III) - (CRc-xRc-y) 0-4-Rc-aryi where Rc-x and Rc-y are 
-H, 

C1-C4 alkyl optionally substituted with one or two 

-OH, 

C1-C4 alkoxy optionally substituted with one, two, 

or three of 
-F, 

- (CH2) 0-4-C3-C7 cycloalkyl, 

C2-C6 alkenyl containing one or two double bonds, 
C2-C6 alkynyl containing one or two triple bonds, 

or 

phenyl , 
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and where Rc-x and Rc-y are taken together with the 
carbon to which they are attached to form a carbocycle of three, 
four, five, six or seven carbon atoms, optionally where one 
carbon atom is replaced by a heteroatom selected from the group 
consisting of -0-, -S-, -SO2-, -NRn-2- and Rc-aryi is the same as 

R-N-aryl /' 

(IV) - (CRc-xRc-y)o-4-Rc -heteroaryl where Rc-heteroaryl is the 

same as Rw-heteroaryi and Rc-x and Rc-y are as defined above, 

(V) - (CRc-xRc-y) 0-4-Rc-aryi-Rc-aryi where Rc-aryi/ Rc-x and Rc-y 
are as defined above, 

(VI) - (CRc-xRc-y) 0-4-Rc-aryl-Rc-heteroaryl where Rc-aryl / Rc- 

heteroaryl, Rc-x and Rc-y are as defined above, 

(VII) - (CRc-xRc-y) 0-4-Rc-heteroaryl-Rc-aryl where Rc-heteroaryl / Rc- 

aryi/ Rc-x and Rc-y are as defined above, 

(VIII) - (CRc-xRc-y) 0-4-Rc-heteroaryi-Rc-heteroaryi where Rc- 
heteroaryl / Rc-x and Rc-y are as defined above, 

(IX) - (CRc-xRc-y) 0-4-Rc-aryi-Rc-heterocycie where Rc-aryi^ Rc-x and 
Rc-y are as defined above, and Rc-heterocycie is the same as Rn- 

heterocycle, 

(X) - (CRc-xRc-y) 0-4 -Rc-heteroaryl -Rc-heterocycle where Rc-heteroaryl / 

Rc-heterocycie, ^c-x and Rc-y are as defined above, 

(XI) - (CRc-xRc-y) 0-4- Rc-heterocycle" Rc-aryl where Rc-heterocycle / Rc- 

aryi, Rc-x and Rc-y are as defined above, 

(XII) - (CRc-xRc-y) 0-4-Rc-heterocycie-Rc-heteroaryi where Rc- 
heterocycie/ Rc-heteroaryl , Rc-x and Rc-y are as defined above, 

(XIII) - (CRc-xRc-y) 0-4-Rc-heterocycie-Rc-heterocycie where Rc- 
heterocycle / Rc-x and Rc-y are as defined above, 

(XIV) - (CRc-xRc-y) 0-4 -Rc-heterocycle where Rc-heterocycle/ Rc-x and 

Rc-y are as defined above. 
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(XV) -cyclopentyl , -cyclohexyl, or -cycloheptyl ring 

fused to Rc-aryl Or Rc-heteroaryl Or Rc -heterocycle where Rc-aryi or Rc- 

heteroaryi or Rc-heterocycie ^re as defined above where one carbon of 
cyclopentyl, cyclohexyl, or -cycloheptyl is optionally replaced 
with NH, NRn-5/ 0, S (=0)0-2 / and where cyclopentyl, cyclohexyl, or 
-cycloheptyl can be optionally substituted with one or two -C1-C3 
alkyl, -F, -OH, -SH, -C=N, -CF3, Ci-Cg alkoxy, =0, or -NRi_aRi-b 
where Ri-a and Ri_b are as defined above, 

(XVI) -[C(Rc-i) (Rc-2) ]i-3-C0-N- (Rc.3)2 where Rc-i and Rc-2 
are the same or different and are selected from the group 
consisting of: 

(A) -H, 

(B) -Ci-Ce alkyl, optionally substituted with one, 
two or three substituents selected from the group consisting of 
C1-C3 alkyl, -F, -Cl, -Br, -I, -OH, 

-SH, -C=N, -CF3, Ci-Ce alkoxy, -O-phenyl, and -NRi-aRi-b where Ri-a 
and Ri-b are as defined above, 

(C) C2-C6 alkenyl with one or two double bonds, 
optionally substituted with one, two or three substituents 
selected from the group consisting of C1-C3 alkyl, -F, -Cl, -Br, 
-I, -OH, -SH, -C=N, -CF3, Ci-Cs alkoxy, -O-phenyl, and -NRi.aRi-b 
where Ri_a and Ri_b are as defined above, 

(C) - (CH2) 0-4-C3-C7 cycloalkyl, optionally 
substituted with one, two or three substituents selected from 
the group consisting of C1-C3 alkyl, -F, -Cl, -Br, -I, -OH, -SH, 
-C=N, -CF3, Ci-Cg alkoxy, -O-phenyl, and -NRi-aRi-b where Ri.a and 
Ri-b are as defined above, 

(D) - (C1-C4 alkyl) -Rc'-aryi where Rc-aryi is as 
defined for Ri-aryi/ 

(E) - (C1-C4 alkyl) -Rc-heteroaryl where Rc-heteroaryl is as 

defined above, 
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(F) - (C1-C4 alkyl) -Rc -heterocycle where Rc-heterocycle is 
as defined above, 

(G) -Rc -heteroaryl 

where Rc-heteroaryi IS as defined 

above , 

(H) -Rc-heterocycle where Rc-heterocycie IS as defined 

above , and 

(I) -Rc'-aryi where Rc-aryi is as defined above, 
and where Rc-3 is the same or different and is: 

(A) -H, 

(B) -Ci-Cg alkyl optionally substituted with one, 
two or three substituents selected from the group consisting of 
C1-C3 alkyl, -F, -Cl, -Br, -I, -OH, 

-SH, -C^N, -CF3, Ci-Ce alkoxy, -0-phenyl, and -NRi_aRi-b where Ri.a 
and Ri-b are as defined above, 

(C) - (CH2) 0-4-C3-C7 cycloalkyl, 

(D) - (C1-C4 alkyl) -Rc'-aryi where Rc-aryi is as 

defined above, 

(E) - (C1-C4 alkyl) -Rc-heteroaryl where Rc-heteroaryl is aS 

defined above, or 

(F) - (C1-C4 alkyl) -Rc-heterocycle where Rc-heterocycle is 

as defined above; or 
pharmaceutically acceptable salts thereof. 

2. (Currently Amended) A substituted amine according to 
claim 1 

where io : 
f€Haf^— ( fii aryi) / or 

(^H^')"R3r ( Rl heteroaryl ^ 

whore io : 
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Rjj-i— — where io □elected from the group conaioting 

CO , and 

S©„ 

where io oelected from the group conaioting of : 

Rn aryl- ? — 

^ hotGroaryl" r 

where Rc is: 

-C3-C8 alkyl, 

- (CH2)o-3- (C3-C7) cycloalkyl, 

- (CRc-xRc-y) l-4~Rc-aryl/ 

- (CRc-xRc-y) l-4"Rc-heteroaryl, 

- (CRc-xRc-y) 1-4 ~Rc-heterocycle / Or 

-cyclopentyl or -cyclohexyl ring fused to Rc-aryi or Rc- 

heteroaryl Or Rc-heterocycle . 

3. (Currently Amended) A substituted amine according to 
claim 2 

where Ri is: 

- (CH2) - (Ri-aryl) / ^ 
fCH^^ ( fil hGtcroaryl4 -^ 

where R2 is -H; 

where R3 is -H; 

where io : 

Rft-i-^^N — where io: 

G0-r 

where io oelected from the group conoioting of : 

Rn aryl' 7 — afid 

" fttJ hctoroarylT ' 

where Rc is: 
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- (CHs) 0-3- (C3-C7) cycloalkyl, 

- (CRc-x^C-y) 1-4-Rc-aryl / 

- (CRc-x^C-y) 1-4-Rc-heteroaryl, 

- (CRc-xRc-y) 1-4-Rc-heterocycie/ or 

-cyclopentyl or -cyclohexyl ring fused to a Rc-aryi or 

Rc-heteroaryl Or Rc-heterocycle . 

4. (Original) A substituted amine according to claim 3 
where Rc is: 

- (CRc-xRc-y) 1-4-Rc-aryi/ 

- (CRc-x^c-y) 1-4-Rc-heteroaryi, / or 

-cyclopentyl or -cyclohexyl ring fused to a Rc-aryi or 

Rc -heteroaryl Or Rc-hete recycle . 

5. (Cancelled) 

6. (Original) A substituted amine according to claim 1 
where Ri is 

- (CH2) - (Ri-aryi) where Ri-aryi is phenyl substituted with two - 

F. 

7. (Original) A substituted amine according to claim 6 
where the -F substitution is 3 , 5-dif luorobenzyl . 

8. (Original) A substituted amine according to claim 1 
where R2 is -H. 

9. (Original) A substituted amine according to claim 1 
where R3 is -H. 
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10. (Currently Amended) A substituted amine according to 
claim 1 where % io 

Rn-^-^^n — where X^^ ig — CO , where io R^ j-a^ where RN-aryi is 

phenyl substituted with one -CO-NRn-2Rn-3 where the substitution on 
the phenyl is 1,3-. 

11. (Original) A substituted amine according to claim 10 
where Rn-2 and R^-a are the same and are C3 alkyl . 

12. (Currently Amended) A substituted amine according to 
claim 1 where Rn is 

RN-i-^^N — where io CO , where R^ - ^ io RN -a^ where Rw-aryi is 
phenyl substituted with one Ci alkyl and with one -C0-NRn-2Rn-3 
where the substitution on the phenyl is 1,3,5-. 

13. (Original) A substituted amine according to claim 12 
where Rn-2 and Rn-3 are the same and are C3 alkyl . 

14. (Cancelled) 

15. (Cancelled) 

16. (Original) A substituted amine according to claim 1 
where Rc is: 

- (CRc-xRc-y) 1-4-Rc-aryi where Rc-aryi is phenyl, 

- (CRc-xRc-y) 1-4-Rc-heteroaryi / or 

-cyclopentyl or -cyclohexyl ring fused to a Rc-aryi or Rc- 

heteroaryl Or Rc-heterocycle • 
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17. (Original) A substituted amine according to claim 16 
where Rc is : - (CRc-xRc-y) 1-4-Rc-aryi where Rc-aryi is phenyl. 

18. (Original) A substituted amine according to claim 17 
where phenyl is substituted in the 3-position or 3 , 5-positions . 

19. (Original) A substituted amine according to claim 16 
where Rc is: 

- (CH2) -Rc -heteroaryl • 

20. (Original) A substituted amine according to claim 16 
where Rc is: 

- (CH2) -Rc -heterocycle . 

21. (Original) A substituted amine according to claim 16 
where Rc is: 

-cyclohexyl ring fused to a phenyl ring. 

22. (Original) A substituted amine according to claim 1 
where the pharmaceutically acceptable salt is selected from the 
group consisting of salts of the following acids acetic, 
aspartic, benzenesulf onic, benzoic, bicarbonic, bisulfuric, 
bitartaric, butyric, calcium edetate, camsylic, carbonic, 
chlorobenzoic, citric, edetic, edisylic, estolic, esyl, esylic, 
formic, fumaric, gluceptic, gluconic, glutamic, 
glycollylarsanilic , hexamic , hexylresorcinoic , hydrabamic , 
hydrobromic , hydrochloric , hydroiodic , hydroxynaphthoic , 
isethionic, lactic, lactobionic, maleic, malic, malonic, 
mandelic, methanesulf onic , methylnitric, methylsulf uric , mucic, 
muconic, napsylic, nitric, oxalic, p-nitromethanesulf onic , 
pamoic, pantothenic, phosphoric, monohydrogen phosphoric, 
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